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wherein: \ 

R 1 is selected frtom the group consisting of hydrogen, 
halogen, cyano , C^Cg-a^ky! , C 3 -C 5 -alkenyl , C 2 -C 6 -alkiny 1 , 
trif luoromethyl , C 3 -C 8 -c\cloalkyl , Ci-Cg-hydroxyalkyl , hydroxy, 
C r C 6 -alkoxy, C 3 -C 6 -alkenyioxy , C 3 -C 6 -alkinyloxy , benzyloxy, C 1 - 
C 7 -alkanoyloxy / C 2 -C 7 -alkoxVcarbonyloxy , Ci-Cg-alkylthio, C 3 -C 6 - 
alkenylthio, C 3 -C 6 -alkinyl th^Lo , C 3 -C 3 -cycloalkyloxy , C 3 -C a - 
cycloalkylthio, C 2 -C 7 -alkoxycVrbonyl , aminocarbonyl, C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -diaiSkylaminocarbonyl , carboxy , 
phenyl, phenoxy, phenyl thio, pyuridyloxy, pyridylthio, and 
NR 5 R 5 , wherein \ 

R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, cVc s -alkyl, C 3 -C 6 -alkeny 1 , 
C 3 -C G -alkinyl , benzyl and phenyl; \ 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, C.-Cg-alkyl, tri f luoromethyl , hydroxy, CN-Cg- 
alkoxy, benzyloxy and C 1 -C 7 -alkanoyloxy ; \ 

R 1 and R 2 , if adjacent, may form a bridge selected from 
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-(QH 2 ) 4 - and -(CH=CH) 2 - or CH 2 0-CR 7 R 3 -0- , wherein 

R 7 arid R s are selected independently from each other from 

hydrogen and C^-Cs-alkyl; 

R 3 \is selected from the group consisting of hydrogen, 
halogen, V^-Cg-alky!, trif luoromethyl and d-Cg-hydroxyalkyl ; 

r 4 is Selected from the group consisting of hydrogen, 
C 6 -alkyl, Ca-OL-alkenyl, C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, Ci-Cg^alkoxy and benzyloxy; 

k is 0 or l\ 

A is selected Vrom the group consisting of 
Ci-Cg-alkylene, \ 

a substituted Ci-Ofc-alkylene which is substituted one to 
three-fold by Ci-C.-alkyV hydroxy, C 1 -C 3 -alkoxy , fluorine, or 
phenyl, \ 

C 2 -C 6 -alkylene, in which a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, Sa or S0 2 , wherein, with the 
exception of CO, the isosteriOi substitution is not adjacent to 
the amide group and R 9 is selected from the group consisting of 
hydrogen, d-Ce-alkyl, C 3 -C 6 -alke\yl , C 3 -C 6 -alkinyl , d-Cg-acyl 
and Ci-Ce-alkanesulf onyl , \ 

1, 2-cyclopropylene, \ 

C 2 -C 5 -alkenylene, \ 



a substituted C 2 -C 6 -alkenylene whicAis substituted once 
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to\three-fold by d-Ca-alkyl, hydroxy, d~C 3 -alkoxy , fluorine, 
cyairo or phenyl , 

c\c s -alkadienylene , 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twite by C 1 -C 3 -alkyl, fluorine, cyano or phenyl; 

1,3, 5-hexktrienylene, 

a 1 , 3 , 5-hexaVrienylene which is substituted by d~ C 3" 
alkyl, fluorine, cysano or phenyl, and 

ethinylene, \ 

D is selected from Vhe group consisting of C 2 -C 10 - 
alkylene, \ 

a substituted C 2 -C 10 -alk^lene which is substituted once o 
twice by d-C 5 -alkyl, hydroxy, \or C L -C € -alkoxy ; 

d-d 0 -alkenylene , \ 

a substituted C 4 -d 0 -alkenyleneV which is substituted once 
or twice by d-C fi -alkyl, hydroxy, or Vi-Cg-alkoxy ; 

C 4 -C 10 -alkinylene , \ 

a substituted C 4 -C 10 -alkinylene whichv is substituted once 
or twice by d-C 6 -alkyl, hydroxy, or d-C 6 -klkoxy ; and 



d-C 10 -alkylene, C 4 «C 1Q -alkenylene or C 4 -C\-alkinylene , in 
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'^hich one to three methylene units are isosterically replaced 



by\O t S, JMR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
as , but is selected independently thereof; 



q i s 1 , 2 , or 3 ; \ 

R 11 is selected fromVhe group consisting of hydrogen C L - 
C 5 -alkyl, hydroxy, hydroxyirtethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , \ 

R 12 is selected from the gisoup consisting of hydrogen, C x - 
C 6 -alkyl and an oxo group adjacent to a nitrogen atom, 

and wherein R 11 and R 12 may together form a C 1 -C 3 -alkylene 
bridge under formation of a bicyclic\ ring system; 

G is selected from the group consisting of Gl , G2 , G3 , 
G4, and G5 , wherein \ 

G 1 is - (CH 2 ) r - (CR i4 R 15 ) s -R 13 \ 

r is 0 , 1 , 2 or 3 , \ 



E is 




wherein 
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.s 0 or 1, 



si 



R 13 \is selected from the group consisting of hydrogen, C x - 
C 6 -alkyl,\c 3 -C 5 -alkenyl, C 3 -C 6 -alkinyl , C 3 -C 3 -cycloalkyl , 

saturated or unsaturated four to eight -member ed 
heterocycles / 

saturated \r unsaturated four to eight-membered 
heterocycles whic\h contain one or two hetero-atoms selected 
from the group consisting of N, S and 0, 

benzyl , phenyl , 

monocyclic aromatiV five or six-membered heterocycles 
which contain one to throe hetero-atoms selected from the 
group consisting of N, S a^d O where the heterocycles are 
either bound directly or ovW a methylene group, 

anellated bi- and tricycMc aromatic or partially 
hydrogenated carbocyclic ring sVstems with 8 to 16 ring atoms 
and at least one aromatic ring, therein the linkage may occur 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group; 



anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems\ with 8 to 16 ring atoms 
and at least one aromatic ring, wherein\one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage may occur either over an aromatic ring or a 
hydrogenated ring and either directly or o^er a methylene 
group. 
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\r 14 has the same meaning as R 13 , but is selected 
independently thereof ; 

R 15 \s selected from the group consisting of hydrogen, 
hydroxy, methyl, benzyl, and phenyl, 

monocycric aromatic five or six-member heterocycles , 
which contain 3ne to three hetero-atoms selected from the 
group consisting\of N, S and 0 and wherein the heterocycles 
are either bound directly or over a methylene group, 

anellated bi- artd tricyclic aromatic or partially 
hydrogenated carbocycl\c ring systems with 8 to 16 ring atoms 
and at least one aromatiSc ring, wherein the linkage occurs 
either over an aromatic oV a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic rind systems with 8 to 16 ring atoms 
and at least one aromatic ring ,\ wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage occurs either over an\aromatic ring or a 
hydrogenated ring and either directly or over a methylene 
group, 

G 2 is selected from the group consisting of 
.C-(CH 2 ) r -(CR u R l5 ) s -R 13 (G2 *° 

O 



and 



13n 15 



C-(CH 2 ) r -NR R 



(G2b) 



O 
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wnerein r, s and the substi tutents R 13 to R 15 can have the 
above m\aning, or the group -NR 13 R 15 is a nitrogen containing 
heterocyc^e, 

wherein\-NR 13 R 15 is a nitrogen-containing heterocycle bound 
over the nitrogen atom selected from the group consisting of 

saturated oAunsaturated monocyclic, four to eight- 
membered nitrogen-containing heterocycles , 

saturated or unsaturated monocyclic, four to eight- 
membered nitrogen-containing heterocycles which, aside from 
t he essential nitrogen a^tom, . contain one or two further 
hetero-atoms selected frok the group consisting of N, S and O, 

saturated or unsaturated bi- or tricyclic anellated or 
bridged nitrogen-containing heterocycles with 8 to 16 ring 
atoms , 

saturated or unsaturated bV- or tricyclic anellated or 
bridged nitrogen-containing heteVocycles with 8 to 16 ring 
atoms which aside from the essential nitrogen atom, contain 
one or two further hetro-atoms that are selected from N, S and 



is 



-SO,- (CH 2 ) r -R 



13 



wherein r and R 13 have the above meanings, 



is 



\ 



Ar' 



or 



Ar 
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wherein 

aV- and Ar 2 are selected independently from each other 
from thev group consisting of phenyl, pyridyl and naphthyl , 



G 3 



-COR iC 



5 J? 



R 16 is selected from the group consisting of 
trif luoromethy\, C^-Cs-alkoxy , C 3 -C 6 -alkenyloxy, and benzyl oxy, 



wherein G is\not - (CH 2 ) r - (CR 14 R 15 ) S -R 13 when 
represents pykidyl or phenyl, which may be substituted by 
halogen, alkyl\ alkoxy or trif luoromethyl , 

represents hydrouen or phenyl, which may be substituted by 
halogen, alkyl, aYkoxy or trif luoromethyl , 
represents hydrogeA, 

represents alkylene,\ substituted ethenylene or 
butadienylene , 

represents alkylene on alkenylene , 
represents piperazine o\ homopiperazine, and 
is 1; 

wherein G is not phenyl, ^-containing heteroaryl or 
- ( CH 2 ) ma -CHR 10alla , wherein : 



R 13 

R 14 

R 15 
A 

D 
E 
s 



R 10a is hydrogen or phenyl, R lla is & phenyl or a pyridyl, and ma 
is an integer of 0 to 2, and wherein the phenyl group or 
moiety may be substituted by one or Vwo members selected from 
the group consisting of halogen, a C^Apg alkyl, trif luoromethyl 
and a Cx-Q^ alkoxy; when 

R l is hydrogen, a halogen, a Ci-Cg-alkVl, a C 1 -C 6 -alkoxy , a 
Cx-Cg-alkylthio, a C 2 -C 3 -cycloalkylo^y , a C 3 -C 3 - 
cycloalkyl thio , a C 2 -C 7 -alkoxycarbonyi , carboxy, a phenyl, 
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R 



R 3 
A 



D 



a\phenoxy, a phenylthio, 3-pyridyloxy or 3 -pyridyl thio ; 
is hydrogen, a hydroxy, a C 1 -C 7 -alkanoyloxy or a C 2 -C 7 - 
alkoxy^arbonyloxy , or when R 1 and R 2 are adjacent to each 
other, they may combine to form tetramethylene or 
-CH 2 OCR 3a R*V- , wherein R 3a and R 9a are the same or 
different and\are each a Ci-C 6 -alkyl; 
is hydrogen, a Vc-alkyl or a hydroxy-Ci-C^alkyl ; 
is a C L -C 5 -alkylenXor - (CR 5a =CR 7a ) ra- , wherein R 6a is 
hydrogen, a d-Cg-alk^l or a phenyl, R 7a is hydrogen, a d" 
C 6 -alkyl, cyano or. a phenyl, and ra is 1 or 2 ; 
is hydrogen ; \ 

is a d-C 10 -alkylene or a C 4 \: 10 -alkylene interrupted by at 
least one double bond; and \ 

is selected from the group consisting of piperazine, 
piperazine, which is substituted by Ci-Cg-alkyl, 
homopiperazine, and homopiperazine, 
by d-C 6 -alkyl . 



/hich is substituted 
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3\ (Once amended) A compound according to formula (I) 




\ U) 
wherein \ 

R 1 is selected from tke group consisting of hydrogen, 

halogen, cyano , Cx-Cg-alkyl A trif luoromethyl , C 3 -C 3 -cycloalkyl , 

Ci-Cg-hydroxyalkyl , hydroxy, (C-L-C^-alkoxy , benzyloxy, C l ~C^- 

alkylthio , C-i-Cs-alkanoyloxy , Q 1 -C 4 -alkyl thio , C 2 -C 5 - 

alkoxycarbonyl , aminocarbonyl, Y 2 -C 5 -alkylaminocarbonyl , C 3 -C 9 - 

dialkylaminocarbonyl , carboxy , phenyl , phenoxy , phenyl thio , 

pyridyloxy, and NR 5 R 6 , wherein \ 

R 5 and R 6 are selected independently of each other from 
hydrogen and Ci-Cg-alkyl; \ 

R 2 is selected from the group consisting of hydrogen, 
halogen , cyano , Ci-Cg-alkyl , tri f luoromethyl , hydroxy, and d- 
C 4 -alkoxy ; \ 

R 3 is selected from the group consisting of hydrogen , 
halogen and C^Cg-alkyl; \ 
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^ is selected from the group consisting of hydrogen, d- 
C 5 -alky\, C 3 -C 6 -alkenyl / C 3 -C 5 -cycloalkyl , hydroxy, C L -C 5 -alkoxy 
and benz&Loxy; 

k is 0\or 1, 

A is selected from the group consisting of C^-Cg-alky lene , 

a substituted C^-Cs-alkylene which is substituted one to 
three-fold by d-cValkyl, hydroxy, fluorine, or phenyl, 

C 2 -C 6 -alkylene, oSn which a methylene unit is isos terically 
replaced by O, S, NR 9 ,\CO, SO or S0 2 , wherein, with the 
exception of CO, the is\steric substitution ' is not adjacent to 
the amide group and, theVesidue R 9 , is selected from the group 
consisting of hydrogen, C^Cg-alkyl, C^-Ce-acy! and methane 
sulf onyl ; 

1 , 2- eye lopropy lene, 

C 2 -C 6 -alkenylene, 

a substituted C 2 -C 6 -alkenylene\ which is substituted once 
to three-fold by Ci^-alkyl, hydroxy, fluorine, cyano or 
phenyl , 

C 4 -C 6 -alkadienylene, 

a substituted C 4 -C 6 -alkadienylene whYch is substituted 
once to twice by d-Ca-alkyl, fluorine, cykno or phenyl; 



1,3, 5-hexatrienylene, 



20X035V2 



-12- 




09/596,001 Atty Dkt No. 69176 

a\substi tuted 1 , 3 , 5-hexatrienylene which is substituted 
by C 1 -C 3 Valkyl / fluorine, cyano, and 

ethiriylene, 

D is selected from the group consisting of C 2 -C 10 - 
alkylene, \ 

a substituted C 2 -C 10 -alkylene which is substituted once or 
twice by C 1 -C 3 -al]Vl or hydroxy; 

C 4 -C 10 -alkenylerie , 

a substituted C 4 -t i0 -alkenylene which is substituted once 
or twice by C 1 -C 3 -alkyl \pr hydroxy; 

C 4 -C 10 -alkinylene / \ 

a substituted C 4 -C 10 -alftinylene which is substituted once 
or twice by C 1 -C 3 -alkyl or hydroxy; and 

C 2 -C 10 -alkylene, C 4 -C 1Q -alk<^riylene or C 4 -C x0 -alkinylene , 
wherein one to three methylene \nits are isosterically 
replaced by O, S, NR 10 , CO, SO, oV S0 2/ wherein 

R 10 has the same meaning as R 9 \ but is selected 
independently thereof; \ 



E is 
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wherein \ 

q is 1 , 2 , \or 3 ; 

R 11 is selected from the group consisting of hydrogen C 1 - 
C 3 -alkyl, hydroxy, ftydroxymethyl , carboxy, and C 2 -C 7 - 
alkoxycarbonyl and \ 

R 12 is selected froim the group consisting of hydrogen, and 
an oxo group adjacent to\ a nitrogen atom, 

and wherein R L1 and R x \ may together form a C 1 -C 3 -alkylene 
bridge under formation of aYbicyclic ring system; 

G is selected from the g^pup consisting of Gl , G2 , G3 , 
G4, and G5, wherein \ 

G 1 is - (CH 2 ) r - (CR 14 R 15 ) S -R 13 \ 

r is 0 , 1 or 2 , \ 

s is 0 or 1, \ 

R 13 is selected from the group consisting of hydrogen, C : - 
C £ -alkyl, C 3 -C 5 -alkenyl , C 3 -C 6 -alkinyl , C 3 Vc 3 -cycloalkyl ; benzyl, 
phenyl ; \ 
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mortocyclic aromatic five or six-membered heterocycles, 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and 0, wherein the heterocycles are 
either bourA directly or over a methylene group, 

anellated Nbi- and tricyclic aromatic or partially 
hydrogenated car\ocyclic ring systems with 8 to 16 ring atoms 
and at least one Aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and Vricyclic aromatic or partially 
hydrogenated heterocyclics ring systems with 8 to 16 ring atoms 
and at least one aromaticNring, wherein one to three ring 
atoms are selected from theVgroup consisting of N, S and O, 
wherein the linkage occurs eYther over an aromatic ring or a 
hydrogenated ring and either directly or over a methylene 
group, 

R 14 has the same meaning as r\ 3 , but is selected 
independently thereof ; 



R 



is selected from the group consisting of hydrogen, 



hydroxy, methyl, benzyl, phenyl, 

monocyclic aromatic five or six-member ed heterocycles, 
which contain one to three hetero-atoms selected from the 
group consisting of N, S and O, wherein the. heterocycles are 
either bound directly or over a methylene group, 



anellated bi- and tricyclic aromatic or jJartially 
hydrogenated carbocyclic ring systems with 8 to\ 16 ring atoms 



2 l JHO;oV2 
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arXl at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogented ring and either 
direcYly or over a methylene group, and 

aneJslated bi- and tricyclic aromatic or partially 
hydrogenat^d heterocyclic ring systems with 8 to 16 ring atoms 
and at least\one aromatic ring, wherein one to three ring 
atoms can be selected from N, S and 0 and the linkage may 
occur either - ovW an aromatic ring or a hydrogenated ring and 
either directly or over a methylene group; 

G 2 is selected \rom the group consisting of 
C -(CH 2 ) r \(CR 14 R 15 ), -R 13 (G2a) 



O 



and 



-C-(CH 2 ) r -NR 13 V 5 (G2b) 



O 



wherein r, s and the subs tl tutents R 13 to R 15 can have the 
above meaning, or the group -NR 13 R 15 is a nitrogen containing 
heterocycle, 

wherein -NR L3 R 15 is a ni trogen-containing heterocycle bound 
over the nitrogen atom, the nitrogen-containing heterocycle 
selected from the group consisting of 

saturated or unsaturated monocyclic ,\f our to eight- 
membered heterocycles , 



saturated or unsaturated monocyclic, fouV to eight- 
membered heterocycles which aside from the essential nitrogen 
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atona, contain one or two further hetero-a toms selected from 
the gsroup consisting of N, S and O, 

saturated or unsaturated bi- or tricyclic anellated or 
bridged h^erocycles with 8 to 16 ring atoms, and 

saturate^ or unsaturated bi- or tricyclic anellated or 
bridged heterocVcles with 8 to 16 ring atoms that aside from 
the essential nitrogen atom, contain one or two further hetro- 
atoms that are selected from the group consisting of N, S and 
O; 

G 3 is -S0 2 -(CH 2 ) 
wherein r and R 13 have thA above meaning, 



G is 



^> P 

° v 

Ar 



wherein 



Ar 1 and Ar 2 are be selected independently from each other 
from the group consisting of phenyl, fWridyl and naphthyl , 



G 5 is -COR 15 



R* is selected from the group consistVng of 
trif luoromethyl, C r C 6 -alkoxy, C 3 -C 6 -alkenyloky , and benzyloxy, 



wherein G is not phenyl, N-containing heteroaryl or - (CH 2 ) 



2> ma" 
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GHR 10a R lla , wherein : 



R 10a is\hydrogen or phenyl, R lia is a phenyl or a pyridyl, and ma 
is an integer of 0 to 2, and wherein the phenyl group or 
moiety may "be substituted by one or two members selected from 
the group consisting of halogen, a C x -C 6 alkyl, trif luoromethyl 
and a alkoW; when 



R 1 



R 2 



R 3 
A 



R 
D 



is hydrogen, a halogen, a Ci-Cg-alkyI, a Ci-Cg-alkoxy , a 
C L -C 5 -alkylthio, a\r 3 -C 3 -cycloalkyloxy , a C 3 -C g - 
cycloalkylthio, a C 2 \: 7 -alkoxycarbonyl , carboxy, a phenyl, 
a phenoxy, a phenyl thidy 3-pyridyloxy or 3 -pyridyl thio ; 
is hydrogen, a hydroxy, a\C 1 -C 7 -alkanoyloxy or a C 2 -C 7 - 
alkoxycarbonyloxy , or when P\ and R 2 are adjacent to each 
other, they may combine to f orrhv tetramethylene or 
-CH 2 OCR 3a R 9a 0- / wherein R 8a and R 9a asre the same or 
different and are each a Ci-Ce-alky] 

is hydrogen, a C L -C s -alkyl or a hydrox^Ci-Cg-alkyl ; 
is a C.-Cg-alkylene or - (CR 5a =CR 7a ) ra- , wherein R 5a is 
hydrogen, a C^-Cg-alkyl or a phenyl, R 7a is hydrogen, a C L - 
C 6 -alkyl, cyano or a phenyl, and ra is 1 or 2>\ 
is hydrogen ; 

is a Cx-CiQ-alkylene or a C 4 -C 10 -alkylene interrupted by at 
least one double bond; and 

is selected from the group consisting of piperazine, 
piperazine, which is substituted by C^-Cg-alky!, 
homopiperazine , and homopiperazine , which is substituted 
by Ci-Ce-alkyl 




12. (thbee times amended) A pharmaceutical composition 
comprising the compound of formula (I) 
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5* 




2- 



(i) 

wherein : 

R 1 is selected from &he group consisting of hydrogen, 
halogen, cyano, Ci-Cg-alkylV C 3 -C 6 -alkenyl , C 2 -C 6 -alkinyl , 
trif luoromethyl , C 3 -C 8 -cycloalkyl , Ci-Cs-hydroxyalkyl , hydroxy, 
Ci-C 6 -alkoxy , C 3 -C 6 -alkenyloxy \ C 3 -C 6 -alkinyloxy , benzyloxy, C x - 
C 7 -alkanoyloxy , C 2 -C 7 -alkoxycarrs(onyloxy , Ci-Cg-alkyl thio , C 3 -C 6 - 
alkenylthio , C 3 -C 6 -alkinyl thio, <£ 3 -C 3 -cycloalkyloxy , C 3 -C 8 - 
cycloalkylthio , C 2 -C 7 -alkoxycarbonyl , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl , C 3 -C 13 -dialkylaminocarbonyl , carboxy , 
phenyl, phenoxy, phenylthio, pyridy\oxy, pyridylthio, and 
NR 5 R 6 , wherein 

R 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, C^-Cg-alky!, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl , benzyl and phenyl; 



R 2 is selected from the group consisting of hydrogen, 
halogen, cyano, C^-Cg-alky!, trif luoromethyl ,\ hydroxy , C l -C $ - 
alkoxy, benzyloxy and C^-C-j-alkanoyloxy ; 
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R 3 is selected from the group consisting of hydrogen, 
halogen, Ci-Cg-alkyl, trif luoromethyl and C^-Cs-hydroxyalky 1 ; 

R 4 i/!s selected from the group consisting of hydrogen, C x - 
C 5 -alkyl, K-C 6 -alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, C x -\: 6 -alkoxy and benzyloxy; 

k is 0 or 

A is selected^ f rom the group consisting of 
Ci-C — alkylene, 

a susbstituted cAc 6 -alkylene which is substituted one to 
three-fold by C,-C 3 -alky\, hydroxy, C 1 -C 3 -alkoxy , fluorine, or 
phenyl , 

C 2 -C 6 -alkylene, in whicK a methylene unit is isosterically 
replaced by O, S, NR 9 , CO, So\or S0 2 , wherein, with the 
exception of CO," the isosteric\ substitution is not adjacent to 
the amide group and R 3 is selected from the group consisting of 
hydrogen, d-Cg-alkyl, C 3 -C 6 -alken\l , C 3 -C 6 -alkinyl , C x -C 6 -acyl 
and Ci-Cg-alkanesulf onyl , 

1 , 2-cyclopropylene, 

C 2 -G 6 -alkenylene, 

a substituted C 2 -C 5 -alkeny lene which\ is substituted once 
to three-fold by C i -C 3 -alkyl, hydroxy, d-G^-alkoxy , fluorine, 
cyano or phenyl, 



C 4 -C 6 -alkadienylene , 
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a substituted C 4 -C 5 -alkadienylene which is substituted 
once oar twice by C 1 -C 3 -alkyl, fluorine, cyano or phenyl; 

1, 3\5-hexatrienylene, 



$4 



7-. 



a 1 , 3 , 5-hexatrienylene which is substituted by Q x -Qy 
alkyl, fluoroNne, cyano or phenyl, and 

ethinylene\ 

D is selecteoy from the group consisting of C 2 -C 10 - 
alkylene, 

a substituted C^-^iQ-alkylene which is substituted once or 
twice by C^-Cg-alky!, hydroxy, or Ci-Cg-alkoxy ; 

C 4 -C 10 -alkenylene , 

a substituted C 4 -C 10 -al&enylene which is substituted once 
or twice by Ci-Cg-alkyl, hydroxy, or C,-C 6 -alkoxy ; 

C 4 -C 10 -alkinylene , 

a substituted C 4 -C 10 -alkinyl^ne which is substituted once 
or twice by Cj-Ce-alkyl, hydroxy, \r C^-Cg-alkoxy ; and 



C 2 -C 10 -alkylene , C 4 -C i0 -alkenylerfe or C 4 -C 1G -alkinylene, in 
which one to three methylene units arte isos terically replaced 
by O, S, NR 10 , CO, SO, or S0 2 , wherein W° has the same meaning 
as R 9 , but is selected independently thereof; 



E is 



298035 V2 



-21- 



09/596, 001 



Atty Dkt No. 6 917 6 




wherein 

q is 1 , 2 , \pr 3 ; 

R 11 is selected from the group consisting of hydrogen CV 
C 6 -alkyl, hydroxy, h\droxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 

R 12 is selected froA the group consisting of hydrogen, C x - 
C 6 -alkyl and an oxo group Vdjacent to a nitrogen atom, 

G is selected from the group consisting of Gl, G2 , G3 , 
G4 , and G5 , wherein 



G 1 is - (CH 2 ) r - (CR 14 R 15 ) S -R 13 



r is 0 to 3, \ 
s is 0 or 1, \ 

R 13 is selected from the group consisting of hydrogen, C r - 
C 6 -alkyl , C 3 -C 6 -alkenyl , C 3 -C 5 -alkinyl , C 3 -C a -eye loalkyl , 

saturated or unsaturated four to eight\membered 
heterocycles, \ 
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saturated or unsaturated four to eight-membered 
heteroq/cles which contain one or two he tero-atoms selected 
from the\group consisting of N, S and 0, 

benzyl\ phenyl , 

monocycli\aromatic five or six-membered heterocycles , 

monocyclic aromatic five or six-membered heterocycles 
which contain one td three hetero-atoms selected from the 
group consisting of n\ S and O where the heter-atoms and are 
either bound directly c^r over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic rirfg, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein one to three ring 
atoms are selected from the group consisting of N, S and O and 
the linkage can occur either over an arornatic ring or a 
hydrated ring and either directly or overNa methylene group, 

R 14 has the same meaning as R 13 , but is selected 
independently thereof ; 



Ris is selected from the group consisting of ^lydrogen, 
hydroxy, methyl, benzyl, and phenyl, 
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lonocyclic aromatic five or six-member heterocycles, 
which \ontain one to three hetero-atoms selected from the 
group consisting of N, S and 0 and wherein the hetero-atoms 
are eithe\ bound directly or over a methylene group, 

anellatt^ bi- and tricyclic aromatic or partially 
hydrogenated c\rbocyclic ring systems with 8 to 16 ring atoms 
and at least on^ aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over aViethylene group, 

anellated bi- anck tricyclic aromatic or partially 
hydrogenated heterocyclk: ring systems with 8 to 16 ring atoms 
and at least one aromatic\ ring, wherein one to. three ring 
atoms are selected from ths> group consisting of N, S and O and 
the linkage occurs either over an aromatic ring or a hydrated 
ring and either directly or over a methylene group, 

G 2 is selected from the group consisting of 
C-(CH 2 ) r -(CR l4 R 15 ) s -R L 



O 



and -C-(CH 2 ) r -NR l3 R 15 



O 



wherein r, s and the substi tutents R 13 \o R 15 can have the 
above meaning, or the group -NR 13 R i:> , 



wherein -NR i3 R 15 is a nitrogen-containing heVerocycle bound 
over the nitrogen atom selected from the group cdnsisting of 
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vsaturated or unsaturated monocyclic, four to eight- 
membered nitrogen-containing heterocycles, 

saturated or unsaturated monocyclic, four to eight- 
membered ni\trogen-containing heterocycles which, aside from 
the essential nitrogen atom, contain one or two further 
hetero-atoms selected from the group consisting of N, S and O, 

saturated oA unsaturated bi- or tricyclic anellated or 
bridged nitrogen-ctataining heterocycles with 8 to 16 ring 
atoms , 

saturated or unsaturated bi- or tricyclic anellated or 
bridged ni trogen-contaiSning heterocycles with 8 to 16 ring 
atoms which aside from the essential nitrogen atom, contain 
one or two further hetro-\toms that are selected from N, S and 
O; 

G 3 is -S0 2 - (CH 2 ) r -R 13 (G3) 
wherein r ' and R 13 have the above Vneanings , 



G 4 is 



^ P 

Ar 



wnerein 



Ar 1 and Ar 2 are selected independently f\om each other 
from phenyl, pyridyl or naphthyl, 
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"\ G 5 is -COR 15 (G5) 

is selected from the group consisting of 
tri f luoromethyl , Ci-Cg-alkoxy , C 3 -C 6 -alkenyloxy , and benzyloxy, 

where ik G is not - ( CH 2 ) r - (CR 14 R 15 ) S -R 13 when 
R 13 represents pyridyl or phenyl, substituted by halogen, 

alkyl, alkoxy or tri f luoromethyl , 
R 14 represents rWdrogen or phenyl, substituted by 

halogen, alky l\ alkoxy or trif luoromethyl , 
R 15 represents hydrogen, 

A represents alkyleire, substituted ethenylene or 

butadienylene, \ 
D represents alkylene ovr alkenylene, 
E represents piperazine Vr homopiperazine, and 
S is 1; \ 

wherein G L is not phenyl , \N-containing heteroaryl or (- 

CH 2 ) ma -CHR 10a R lla , wherein: \ 

R 10a is hydrogen or phenyl, R lia is a phenyl or a pyridyl, and ma 
is an integer of 0 to 2, and wherein Yhe phenyl group or 
moiety may be substituted by one or twa members selected from 
the group consisting of. halogen, a C^-Cg >alkyl , tri f luoromethyl 
and a C L -C 6 alkoxy; when \ 

R 1 is hydrogen, a halogen, a C^-Cg-alkyl, >a Ci-Cg-alkoxy , a 
Cx-Cg-alkylthio , a C 3 -C 3 -cycloalkyloxy , a\c 3 -C a - 
cycloalkyl thio , a C 2 -C 7 -alkoxycarbonyl , carboxy , a phenyl, 
a phenoxy, a phenylthio, 3-pyridyloxy or 3 Xpyridyl thio ; 

R 2 is hydrogen, a hydroxy, a C^C'-alkanoyloxy or a C 2 -C 7 - 

alkoxycarbonyloxy , or when R 1 and R 2 are adjacent to each 
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54 



D 



otft^r, they may combine to form te tramethylene or 
-CH 2 O<^^R 9a 0- , wherein R 3a and R 3a are the same or 
different a^xj are each a Ci-C 5 -alkyl; 
is hydrogen, a (S%-C 6 -alkyl or a hydroxy-Ci-Cg-alkyl ; 
is a C r C r alkylene or - (CR 5a =CR 7a ) ra-, wherein R 6a is 
hydrogen, a C r C 6 -alkyl o^a phenyl, R 7a is hydrogen, a C x - 
C 6 -alkyl, cyano or a phenyl /^-d ra is 1 or 2 ; 
is hydrogen; 

is a Ci-Cxo-alkylene or a C 4 -C 10 -alkyleh^ interrupted by at 
least one double bond; and 

is selected from the group consisting of pipe^zine, 
piperazine, which is substituted by Ci-Cg-alkyl, 
homopiperazine , and homopiperazine , which is substituted 
by C^-Cg-alkyl . ■ 



32. (once amended) A pharmaceutical composition 
comprising the compound of formula (I) 

3 I 

A-C-N-D-E-G 
I 




wherein 

R 1 is selected from the group consisting of hydrogen, 
halogen, cyano, C 1 -C 6 -alkyl , tri f luoromethyl\ C 3 -C g -cycloalkyl , 
C.-Cg-hydroxyalkyl , hydroxy, O.-Cj-alkoxy , benzyl oxy, Ci-C 4 - 
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alWlthio, C L -C= -alkanoyloxy , C 1 -C 4 -alkylthio / C 2 -C 5 - 
alkoWarbonyl , aminocarbonyl , C 2 -C 5 -alkylaminocarbonyl , C 3 -C s - 
dialkyl^minocarbonyl, carboxy, phenyl, phenoxy, phenyl thio, 
pyridylo^y, and NR 5 R 6 , wherein 

R 5 and are selected independently of each other from 
hydrogen and cV-C 6 -alkyl; 

R 2 is selected from the group consisting of hydrogen, 
halogen, cyano , C x -c^-alkyl, tr if luoromethyl , hydroxy, and C r 
C 4 -alkoxy ; 

R 3 is selected from \he group consisting of hydrogen, 
halogen and Ci-Cg-alkyl; 

R 4 is selected from the g^oup consisting of hydrogen, C L - 
C 5 -alkyl, C 3 -C 6 -alkenyl, C 3 -C 6 -cyc\oalkyl , hydroxy, C 1 -C 5 -alkoxy 
and benzyloxy; 

k is 0 or 1, 

A is selected from the group consisting of C^-Cg-alkylene , 

a substituted C.-Cg-alkylene which is Substituted one to 
three-fold by Ci-Ca-alkyI, hydroxy, fluorine \ or phenyl, 



C 2 -C 6 -alkylene, in which a methylene unit As isosterically 
replaced by O, S, NR 9 , CO, SO or S0 2 , wherein, wiVh the 
exception of CO, the isosteric substitution is not\ adjacent to 
the amide group and, the residue R 9 , is selected fr6m the group 
consisting of hydrogen, Cj.-Cg-alkyl, Ci-C 6 -acyl and me\hane 
sulfonyl; 
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2 -cyclopropylene , 
C 2 -G^-alkenylene , 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fol\j by C 1 -C 3 -alkyl / hydroxy, fluorine, cyano or 
phenyl , 

C 4 -C 6 -alkad2Senylene / 

a substi tuted\c 4 -C 6 -alkadienylene which is substituted 
once to twice by C 1 -C 3 -alkyl , fluorine, cyano or phenyl; 

1,3, 5-hexatrienylene , 

a substituted 1 , 3 , 5 \hexatrienylene which is substituted 
by C i -C 3 -alkyl / fluorine, c^yano, and 

ethinylene, 

D is selected from the gr\>up consisting of C 2 -C 10 - 
alkylene, 

a substituted C 2 -C 10 -alkylene\ which is substituted once or 
twice by C 1 -C 3 -alkyl or hydroxy; 

C 4 -C i0 -alkenylene , 

a substituted C^-C^-alkenylene wh\ch is substituted once 
or twice by C 1 -C 3 -alkyl or hydroxy; 



C ; -C l0 -alkinylene , 
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"Xa substituted C 4 -C 10 -alkinylene which is substituted once 
or twi&e by Ci-C 3 -alkyl or hydroxy; and 

C 2 -cValkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -alkinylene , 
wherein one\to three methylene units are isos terically 
replaced by 0\ S, MR 10 , CO, SO, or S0 2 , wherein 

R 10 has the \ame meaning as R 5 , but is selected 
independently thereof; 



E is 




wherein \ 

q is 1 , 2 , or 3 ; \ 

R 11 is selected from the group consisting of hydrogen d- 
C 3 -alkyl, hydroxy, hydroxymethyl , carboAy, and C 2 -C 7 - 
alkoxycarbonyl and \ 

R 12 is selected from the group consisting of hydrogen, 
and an oxo group adjacent to a nitrogen atomX 

and wherein R 1L and R 12 may together form a V -C 3 ~alkylene 
bridge under formation of a bicyclic ring system;\ 

G is selected from the group consisting of Gl, G2\^ G3 , 
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G*K and G5 , wherein 



is -(CH,).-(CR i4 R 15 ) 8 -R n 



r ik 0 , 1 or 2 , 
s is 0 \>r 1 , 

R 13 is selected from the group consisting of hydrogen, 
C 5 -alkyl, C 3 -C 6 -al\enyl , C 3 -C 6 -alkinyl , C 3 -C 3 -cycloalkyl ; benzyl, 
phenyl ; 

monocyclic aromatic five or six-membered heterocycles, 
which contain one to thr^e hetero-atoms selected from the 
group consisting of N, S cbnd O, wherein the heterocycles are 
either bound directly or ov^r a methylene group, 

anellated bi- and tricyclic aromatic or partially 
hydrogenated carbocyclic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic or a hydrogenated ring and either 
directly or over a methylene group, 

anellated bi- and tricyclic aromatisc or partially 
hydrogenated heterocyclic ring systems wrth 8 to 16 ring atoms 
and at least one aromatic ring, wherein one. to three ring 
atoms are selected from the group consis tingV of N, S and O, 
wherein the linkage occurs either over an aror^atic ring or a 
hydrogenated ring and either directly or over a\ methylene 
group, 



R 14 has the same meaning as R 13 , but is selected) 
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independently thereof ; 

^ 5 is selected from the group consisting of hydrogen, 
hydroxA methyl, benzyl, phenyl, 

monocyclic aromatic five or six-membered heterocycles , 
which contai\ one to three hetero-atoms selected from the 
group consisting of M, S and O, wherein the heterocycles are 
either bound directly or over a -methylene group, 

anellated bi- knd tricyclic aromatic or partially 
hydrogenated carbocyc\ic ring systems with 8 to 16 ring atoms 
and at least one aromatic ring, wherein the linkage occurs 
either over an aromatic V a hydrogented ring and either 
directly or over a methylene group, and 

anellated bi- and tricyclic aromatic or partially 
hydrogenated heterocyclic ring\systems with 8 to 16 ring atoms 
and at least one aromatic ring, Vherein one to three ring 
atoms can be selected from N, S aird 0 and the linkage may 
occur either over an aromatic ring Vr a hydrogenated ring and 
either directly or over a methylene gvroup; 

G 2 is selected from the group consisting of 
- C - (CH 2 ) r - (CR l4 R 15 ) s - R 13 (G2a) 



O 



and 



-C-(CH 2 ) r -NR R 



3 P 15 (G2b) 



O 



wherein r, s and the substi tutents R iJ> to R i3 ckn have the 
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aboO^ meaning, or the group -NR 15 R 15 is a nitrogen containing 
hetero^ycle, 

wher^.n -NR 13 R 15 is a nitrogen-containing heterocycle bound 
over the ni\rogen atom, the nitrogen-containing heterocycle 
selected from\the group consisting of 

saturated or\ unsaturated monocyclic, four to eight- 
membered heterocyc\es , 

saturated or unsaturated monocyclic, four to eight- 
membered heterocycles which aside from the essential nitrogen 
atom contain one or two fVrther hetero-atoms selected from the 
group consisting of N, S and O, 

saturated or unsaturatedNoi- or tricyclic anellated or 
bridged heterocycles with 8 to \6 ring atoms, and 

saturated or unsaturated bi- Vr tricyclic anellated or 
bridged heterocycles with 8 to 16 raSng atoms that aside from 
the essential nitrogen atom, contain one or two further hetro- 
atoms that are selected from the group\consisting of N, S and 
O; 



G 3 is -SO,-<CH,).-R 



13 



wherein r and R 13 have the above meaning, 



G 4 is 



\ ^Ar 



l , 



or 



Ar 
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wherein 

Vr 1 and Ar 2 are be selected independently from each other 
from the group consisting of phenyl, pyridyl and naphthyl , 

G 5 is\ -COR 16 

R 15 is seSLected from the group consisting of 
trif luoromethyA, Cx-Cg-alkoxy , C 3 -C 6 -alkenyloxy , and benzyloxy, 

wherein G is not phenyl, N-containing heteroaryl or (-CH 2 ) ma - 
CHR 1Ga R lla / wherein: \ 

R 10a is hydrogen or phenyl, R lia is a phenyl or a pyridyl, and ma 
is an integer of 0 to 2 \ and wherein the phenyl group or 
moiety may be subs ti tutedXby one or two members selected from 
the group consisting of halbgen, a C L -C 6 alkyl, tri f luorome thyl 
and a Ci-C 6 alkoxy; when \ 

R 1 is hydrogen, a halogen, a\ Ci-Cg-alkyl , a Ci-Cg-alkoxy , a 
Ci-Cg-alkyl thio , a C 3 -C 8 -cyc\oalkyloxy , a C 3 -C a - 
cycloalkylthio , a C 2 -C 7 -alko^Wcarbonyl , carboxy, a phenyl, 
a phenoxy, a phenylthio, 3-pyVidyloxy or 3 -pyridyl thio ; 

R 2 is hydrogen, a hydroxy, a C L -C 7 \alkanoyloxy or a C 2 -C 7 - 

alkoxycarbonyloxy , or when R 1 ana R 2 are adjacent to each 
other, they may combine to form tettramethylene or 
-CH 2 OCR 3a R 3a 0- , wherein R 3a and R 5a aA the same or 

different and are each a Cx-C^alkyl ; \ 

R 3 is hydrogen, a Cx-Cg-alkyl or a hydroxV-Ci-Cg-alkyl ; 

A is a C 1 -C 5 -alkylene or - (CR 6a =CR 7a ) ra- , wherein R 6a is 

hydrogen, a C-.-Cg-alkyl or a phenyl, R 7a rte hydrogen, a C L - 
C 5 -alkyl, cyano or a phenyl, and ra is 1 ob; 2 ; 

R 4 is hydrogen; \ 
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is a Ci-CT^^alkylene or a C 4 -C 10 -alkylene interrupted by at 
least one douo^e^bond; and 

is selected from the^g^oup consisting of piperazine, 
piperazine, which is subsT^ir^uted by Ci-C — alkyl, 
homopiperazine , and homopiperazihe / which is substituted 
by Ci-C 5 -alkyl. 



3 7>v (once amended) A method for production of compounds 
according \d formula (I! 



A-C-N-D-E-G 
I 




wherein G is selected from the group \onsisting of an 
acyl residue, a carbamoyl residue, a sulfonyl residue and a 
phosphinoyl residue , 

wherein compounds of a formula 
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^ 

c 



-N - D - E -H 



4 



(0) u 



are reacted with a compound of formula (V) 



HO - G\(V) 



wherein G is selected forom the group consisting of acyl 
residues, carbamoyl residues, sulfonyl residues, phosphinoyl 
residues, and their reactVve derivatives, 
wherein: \ 

R 1 is selected from tha group consisting of hydrogen, 
halogen, cyano, C^-Cg-alkyl, V 3 -C 5 -alkenyl , C 2 -C 6 -alkinyl , 
tri f luoromethyl , C 3 -C 3 -cycloalkyl , Ci-C 5 -hydroxyalkyl , hydroxy , 
Ci-Cg-alkoxy, C 3 -C 6 -alkenyloxy , € 3 -C 6 -alkinyloxy , benzyloxy, Cj.- 
C 7 -alkanoyloxy, C 2 -C 7 -alkoxycarb<Wloxy , C.-Cg-alkyl thio , C 3 -C 6 - 
alkenylthio, C 3 -C 6 -alkinylthio, cVc 3 -cycloalkyloxy , C 3 -C 3 - 
cycloalkylthio , C 2 -C 7 -alkoxycarbon^l , aminocarbonyl , C 2 -C 7 - 
alkylaminocarbonyl, C 3 -C 13 -dialkylarrfinocarbonyl , carboxy , 
phenyl, phenoxy, phenylthip, pyridyrbxy, pyridylthio, and 
NR 5 R 6 , wherein \ 

r 5 and R 6 are selected independently of each other from 
the group consisting of hydrogen, Ci-C 6 -a\kyl, C 3 -C 6 -alkenyl , 
C 3 -C 6 -alkinyl, benzyl and phenyl; \ 

R 2 is selected from the group consisting of hydrogen, 
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harogen, cyano y Ci-C — aikyl , tr i f luoromethyl , hydroxy, Ci-C s - 
alkoW, benzyloxy and C i -C 7 -alkanoyloxy ; 

R 3 \is selected from the group consisting of hydrogen, 
halogen, Vi-Cg-alkyl, tri f luoromethyl and Ci-Cg-hydroxyalky 1 ; 

R 4 is selected from the group consisting of hydrogen, C x - 
C 5 -alkyl , C^C^alkenyl , C 3 -C 6 -alkinyl , C 3 -C 6 -cycloalkyl , 
hydroxy, C-L-Cg-a \koxy and benzyloxy; 

k is 0 or 1, \ 

A is selected from the group consisting of 
Ci-Cg-alkylene, \ 

a susbstituted C x -C 6 -a\kylene which is substituted one to 
three-fold by Ci^-alkyl, hydroxy, C 1 -C 3 -alkoxy , fluorine, or 
phenyl, \ 

C 2 -C 5 -alkylene , in which a methylene unit is isos terically 
replaced by O, S, NR 9 , CO, SO or S<D 2 , wherein, with the 
exception of CO, the isosteric substitution is not adjacent to 
the amide group and R 9 is selected frbm the group consisting of 
hydrogen, Cx-Cg-alkyl, C 3 -C 6 -alkenyl , C 3 \c 6 -alkinyl , Ci-Cs-acyl 
and Ci-Cg-alkanesul f onyl , \ 

1, 2-cyclopropylene , \ 

C 2 -C 5 -alkenylene , \ 

a substituted C 2 -C 6 -alkenylene which is substituted once 
to three-fold by C i -C 3 -alkyl, hydroxy, Ci-Cj-alkoxyV fluorine, 
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cyarro or phenyl , 

C.\c 6 -alkadienylene , 

a substituted C 4 -C 6 -alkadienylene which is substituted 
once or twice by C 1 -C 3 -alkyl, fluorine, cyano or phenyl; 

1,3,5 -hexa\rienylene , 

a 1 , 3 , 5-hexatrvienylene which is substituted by C 1 -C 3 - 
alkyl, fluorine, cya\o or phenyl, and 

ethinylene, \ 

D is selected from the^group consisting of C 2 -C 10 - 
alkylene, \ 

a substituted C 2 -C 10 -alkyleke which is substituted once or 
twice by Ci-Cg-alkyl, hydroxy, oAc^-Cs-alkoxy ; 

C 4 -C 10 -alkenylene , \ 

a substituted C 4 -C 10 -alkenylene which is substituted once 
or twice by C^Ce-alkyl, hydroxy, or Ci-GJg-alkoxy ; 

C 4 -C 10 -alkinylene , \ 

a substituted C 4 -C 10 -alkinylene which is\substi tuted once - 
or twice by C^-Cg-alkyl, hydroxy, or Ci-Cg-alkoVy ; and 



C 2 -C 10 -alkylene, C 4 -C 10 -alkenylene or C 4 -C 10 -aikinylene, in 
which one to three methylene units are isos terical\y replaced 
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by \ S, NR 10 , CO, SO, or S0 2 , wherein R 10 has the same meaning 
as R 9 , laut is selected independently thereof; 



E is 



/ tW 2 ) c 



(D)- 



•(G) 



R 



12 



wherein 



q is 1 , 2 , or 3 ; 



iii 



is selected from the group consisting of hydrogen C x - 



C 6 -alkyl, hydroxy, hydroxymethyl , carboxy, or C 2 -C 7 - 
alkoxycarbonyl , 



R 12 is selected from the group consisting of hydrogen, CV 
C 6 -aikyl and an oxo group adjacent to a nitrogen atom. 
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